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immm: ru-m, ( i ) 



R' 




( 1 ) 



II 



(5^*. Ait 



~C4 W\n7;l/3^ri'S'5:i:*2:5KL, XJi/No^yj® 
Tsys. Ci ~C5 c7)ryi/^/UT5y», C2~C4 

=5rt'5:^-f, fit. Ri i}^^h^i^mX\ R^ *<T;l-^ 



(2) 



^^¥1 1-199 566 



R' 




( I ) 



II 
Y 



—C, c7)y\Dr7l^a:Jfi^S, C2 — Cj c7)r;l'3df 
;l/;J<-;l/S, C2 ~C5 <r>7)l'^)l':^JW'i'f:^Jl-S. C 

ys, Ci -c, <7)Tiu^ji'7s.jm. C2 — C4 co^j 

SySs C2 ~C5 (?)r;l/3dfi/;«;l/;Jf:i;PT5ya, 

Ci ~C4 cr>r)u^}UX)i'ts-)i'7 s. ymttiimms 

2, 6-i''^^;u^:;i/*i;ys. T'jyi'Tsya. 
rn/N";i'^;i'T5ya. yh^v-Tsy^, yh^j^T 

nf;l^r5yS, 2, 2, 2 - h U 7;l'^DXf-;l/TS 

ys, j^Tyyf-^i/Tsya. Ci or/p^^i-h 

K^i'Va, TiJ;l/tb-7>''y«$:*f. fIL. Ri 

yh^>-at\ R5 j&iT^i^^sf/ursyasrst^&ior 

[iM«2] ( I ) iCfcttSR' *^ c, ~c 

1 IBKO 1 -ffii- h°7V-/l-- 3 -;{?;P*'df 

[i»*)l3 ] ( I ) icfcft^R' *\ y h^i^ 

St'S)!.; t S:!tf1Sfc-ri.iM^ 1 X{i2fe«50 1 -S 

[il^ja4 ] ( I ) Hfc(tl.R2 . R3 *S itA' 

R« C0lO^I,^(iR6 , R7 tJj;t>'R8 CO AD 



im^5] -m: ( I ) (cfcftsR5 *^ C2 ~c 
4 co7)i^fi7^ymx'$>^zbi:mLttm^mi 

cOMixAHciSm<7) 1 -ffiS- t'yY-)l- 3 

[|f«3a6 ] ( I ) tfcftl.R5 *^ n-ro 

l-^-t7V-;P-3-;<?;l';n='t-^f 5 F^*. 
[|f*3S7 ] ( I ) {zmhXtiK IISJI^X 

[ff^jas ] -flast ( I ) [zmwa'. ^^^x- 
hh^t im.ttm-m i ?}^imfimz%m<n 

[mm9 ] is^js 1 ?M.smfiMzim<r> i -a 

[000 1] 

mt Lx^-^-thsmim^mm^zm-fh. 

[0002] 

buzm^^j:^mwmt^n%mzmixx\^t. l 

[ 0 0 0 3 ] m.mmmm^znLxmKm^ 
%Lfzmmm<r)\mhwmtts:->x\^h. mm. m 

[0 004] >''f-:t;«;l'>''^y-h^^^7:J';M 
v^nmi^S**. iti-i>{±-#l;:]IOTIg*^)!fM[lIi;c*i 

««o-c, mm^(n^mmmmzmm.-kmk\^fz 
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[0005] -If. t'yY-)U7!}>\.^>^^$. 

»^>il-CV^S, ^Ji.(fl-7x-;Ph°7V-;U-3-;& 
;l-*'^-^;-S KiS^frtcoV^-Cti;. ^^^6 4 - 2 5 7 6 
3^^^{iS^*fc=tl^W-«tt2r*tS N -T5;i^^;i^ 

- 1 -7x:::/^t•7^/-;^- 3-;{?;U^^-!f 5 HI^SIf!|! 

t IX. ^^886 3-9 1 3 7 3-^Wi, N-T/l-^/l- 
5-^M^- 1 -yj:-)i-^yY-)\^ 

- 3 -;^;l/^df^S KiS^f*** : ^mW- 1-28327 

4-f&$8t{i. N-r;i'^;t'-4-^^gm-5-r;i^df. 

f**^'; ^-t. #^836 3-1 1 58 6 7-^«iN-r/l' 
5->''7x-;Ph°5V'-/U-3 

ttS:Wt-|>N-7,'>=¥;l'-4-ADyy-l. 5-v7 
x-fl-^yY-Jl-- 3 h'*i#^¥8 - 1 

2 6 5 4^mizMm^iix\^hti^m-iimz^^^xii 

(00 06] $/o{c, m^^i^-tt^-TJl'^Jl'- 

-3-:^)v^^^-^iiYmm^ifmw. 97^. 71 

91: ( 1 977) i5j;t/Jou rna 1 of Med 
ical Chemi st ry. 20^. 8OI: ( 1 9 

7 7 ) tleK$i^Tv^&«<j|^^s^^to^^T^i^<ia^ 

29m. 2 5H ( 1 9 8 1 ) tlli, ««f^ffl2rW-ri.^ 
««0gil^<0y'v:*^N-;<f-;l^-4-7'O^:-5-^ h^S/ 

- 1 -7x~)V\^yV-)V- 3 h'S:-^^ 

[0007] 

[^Hj;!,.'^LJ; 3 i:-tl.|iiS] *^Bflli, 

sm3SM"J^^fi^^i:e^^t-=s-«^sJlsa^c^^ tsv^iis 
x^m^£it^mim-t^ z t \,zhh , 

[00 08] 

•1 -M-t5V-;l^-3-;«;l-;K^-tS 



i:imimm^-ttit-^X'hhZb^^\^fiL. * 
iB-«5^1 ( I ) 

[0009] 

[^1:3] 

R' 

""""pyx 



[00 10] (s*:*, A(i 
[00 11] 

R« 



r4 AL=/ 



R» 



[00 12] ^^L. Ri {iCi coTyu^;i/X^ 
JttiCi ~C4 eOT/l^adri^^J:^!^^ R2 . RS , R 
« , R6 . R7 fcJ;tXR8 (S^fl-emfcitC. 

c7)r;P=¥;i^x;i/7 -f c, ~C4 iTDT/u^/PX/P 
C2 ~C4 (n'Jr)V^)VT^ym. C2 — C5 <r>7)V^ 

m^tzMWsm^^Lx^^x t^v^7 X y^i^as:^ 
JS^^^t, R5 {irsya. c, ~C5 cr,r)v^)V7 

5 /a. C2 ~C4 cOxT/P^/PrS/a. tnUi/:^ 

;ua, ^ u y a. 2 . 6 - >j y a. 

ya, ;^h^x7-nh';l/T5ya, 2, 2. 2-h'j7 

;u^ox^;i^T5ya, v-ry^f-yL-T^ya. c, ~ 

C4 (r>r)V^)V\iYy'JJ^. rU/l't H^v-VaSrS^ 
■fo 7t?t"L. R' if}iV^i/mx\ R6 *iT;l/^;UTS 

yasr^^Ji^^^r^i^^^ur 5 y acoM^sji 2~ 5 t- 

) f^?ixl>l-a^-t7V-;U-3-;*;L';if 

=^f^^s Ywrnwui-ifzcommm^mt ix^^ 

thm^mmMi.z^'th. 

[ 0 0 1 3 ] OT. :i^%mmm>izwm-h. -m: 

( I ) xmtihif.^^R<rAt^<r>WmR' (i. ^f- 
ivm. x^ypa, n-7*DhVPa. ^vrntf/i^a. V 
^'n7'otr;Pa, n-T^f-Zl^a, ■^VT'^/Pa, sec 

-T'^/pa. t-7'f-;pa^coc, oitii, ^ 



(4) 
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[ 0 0 1 4 ] R2 , R3 , R« . , R7 HXX/R^ 

n-7*oe;i^a. -fyrohvus. i^^'prpe;!/ 

/l/Tfn^^/Pa: :ihna; xT/a: ;'<h=^f>'a, x 

h^v-a, n-rpTK^fs^s^ ^yrp-tr^v-a. n- 

3^i/a ; >''7;l':tP^ h^i^a. Ml 7;l/3rP;< 

m. 2, 2. 2-h'j7/i'5rpxhJfi/a. 2, 2, 2 
-hy;?ppxhdfxa. s-^'pprp^^va, 3 
-yp^rp^df^a, 3, 3. 3-h';7;P3fprp 

'•K^e^a, 2, 2, 3, 3-xh77;L':tP7'P^^x 
a. 2. 2. 3, 3, 3-^>':5'7;P5rP7'P#'^v 
a. 2. 2-i''^'PP-3. 3, 3-h';7;W:tP7*P 

jK^i^a, 1, 3-x7;i^jrp-2-7°p4^^>'a, 

1. 1. 1, 3. 3, 3-'^df-if7;U^P-2-7"P*^ 
=3fi^a. 3,3, 3-hiJ:J'OPTP--K^i^a. 4-^ 
PPT'hdrv-a, 4, 4, 4-by7;P^P7'h^i^ 
a. 3, 3, 4, 4, A-^V-97)Vi^urY^i/^ 
OC, -C, C0itMtL<«t5)-iSIK>'NPr;U3^i^a: 
^N^>';?:?;U-K:^;ua, xbdfv-^/l-#-;l^a, n-7" 
p--K^ v;!?;l/--K-;l/a. ^ yrp;K^i';<7;^tC-;^a. 
n-7'b^v;!&/l^;K-;l^a. >f y 7'h^ 
a. s ec-7'h^x;;?;U-K-;pa, t-T'h^i^*;^' 
;Jf-;l.a^c7)C2 ~C6 Ott0[tL<{i^(S^0(T;1^3df 

A't-f;l.a. Xf■;^;)5f/^>'^'^•^^^a. i^Ji^)\^i;i)\^J<.^ 
-Y;Pa. n-7°Pt°;l^;>&;P.'N'^:-f;l^, yrph-;l/;<? 

/i'>'N'^:-^;i/a. n-y^/u:^iws=e^ -^vy^iu 

;<?;i/^N't-f;pa, s e c -7f-;i';<?;uyN't-^;wa, t- 
yi'i]^i!)W'i^>( )i'^<7)C2 ~C5 c7)iMi,L<{i^ 

^:ta, n-rpt;uf-5fa. y7'ph*;i/f-^a. n 
-T'^ypf-^ra. 'f yT'f-zi'f-Tra, sec-y^yi'^ 

:ta, t-7'f-;Uf-5fa^<7)C, ~C4 (7)tt«(i>t<{i 
^i-iiSii[r;l-^;U^3ra ; ^^Jl^:xiU7 ^ x^;i^ 
x;P7 ^ n -rpfcr;U;^;l/7 -;l/a. 'f y T 
ptvi';^;P7 -f — yl^a. n-7'-^;i^x;L'7-f — ;ua, ^ 



y 7'f-;i/;^;i^7 ^• ::.;uas sec -7'f-;ux/i'7 -< 
a. t-yi-ii'Xjiy >t -/i-^cDCi -c, c7)i:i[t 

L<{i^iiS^r/P^;l^x;P7 ^ -/Pa ; 
/ua, xf-;UX/P*::i;Pa. n-T'PtVl/Xyl'*-/!- 
a, -^yrptfyi/X^i/^itn/ua, n-7'^;p;?.;i'*x;i/ 
a. y yf-zuxyu^ri/pa, s e c-y^)vx)vt-- 

L<{i^e^i[T;P^;l/X;l/*:i/l'a ; T Sya ; 

rsya. x-^/wrsya. n-7°Pt;i'r5ya. 
yrpfyPTsya, n-T'^/wrsya. ^y7"^;p 
Tsya, sec-7'f-;ursya. t-r^j-ivr^y 
mcnci ~C4 c7)iig(tL<(i:5i-iiS«7;p=>f;pr5y 
a: 'J^^)vr^jm. vxf-;i-T5ya. ^^/pxf- 
;ur5ya. ^^yi^rpfypTsya^^oCz ~C4 <r> 
SMt L<{i^iie«>''T;Pdf;i.rsya : T-te^yPTS 
ya. rpbr:t-/i^r5ya, T'^'j/t-rsyai^ioc 

ya; ^hdfx;^;W;f:-;L'rSya. xhdfv-;!&;l/.-Kri 

/i/Tsya, 7"p;K^;^;?5f/i^.-K-;i'Tsya^£0C2 ~ 
Cs <oii:«t,L<{i^i^ryu3^x*;i^+'-;t'r5y 

ya, rPhVl/X;P*::^;ur5ya. yf-zl-x/W*:^;!/ 

a*^{iig«iEi^, a^s^co^Npy^Si^T'ms 
nTtftv^7iy^>'a^$:jS-r, xtivNpyy/g^ 

v^. Y{±KSJg^^/::tiBiEjtS^$:^'t<, R^ , 
R3 ai^R* cO^JCOlo^l/^JiRS , R7 fcitJfRs co 

cfioio*^. ^'NpyyJE^, T/P^ypa, T;U3^i^ 
a. h'j7;i^5j-p^^;ua, xrya, j^urjva^i^ 

[ 0 0 1 5 3 R2 . R3 , R< , R6 , R7 iJ iUfRS 
m 0 coati^^M^ T'S) I. mt t v ^ 

R5 (i7sya:;<^;wT5ya, x^/uT^ya. n 
-TPtvL-rsya, yrpf/i^rsya. i^^py 
ptyi^rsya, n-yf-;wTsya, -^yyf-;i^rs 
ya, s e c-yf-;PTsya, t-yf-;i^T5ya, 
n-TS/L-rsya, y7S;i'r5ya, t-TS;u 
rsya^cDc, -Cg ff^mm. ^\mht<iim^(7) 
Tju^iur 5 ya : >^'^^)\^7 s ya, i^'x^/pr s y 
a, ^^;px^/wrsya, ^f-;u7-ptr/prsya^ 

cOCj ~C4 <7)>''T;pdf;Prsya; UP'^x^^/Ua; 

^/i^^'jya; 2, 6-j^'y^/^^/^*'Jya; 7'j;u 
75 ya: ypAvi/df/PTsya; y h^i^rsya: 
y hdfi/rpt;krsya: 2, 2, 2-h'J7;i':tP 
xf-;i^TS ya ; i^ry;'<f-;i-Tsya : y^/pt h'7 
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bixii. ntKiiCz ~C4 coryi^^/prsy 

R' 



C - Z 



(II) 

[00 17] (±fe;*+. A, Ri . R5 , xaXX/Y 

i,mB-mi ( I ) x'^mLfzi5*)X'h'o. zummw. 
±ia-ffi^ (II) fctJv^T, z*<ssE^. 

; * ; mm^i-f\^, pKx^yp^oxj^f/l' 
H: i!t{i7"h7bFn75y, T-feh-h'J/K 

0°C~3 0°C, ntL<\tO'C-'5°Q,X\ mM<^ 

( j: b ij xf-;U7 5 y ^ Srffl V ^ I, i: *itil*l) . 
[00 18] tfz, -jKs^ (II) tfcv^T, 2*^*1! 

x-f-;l/T;U3-;P. TobVUT/l^n— ^COT/I/ 
^-/P^iS^cft'S-l OO'C, »*L<ti2 0~8 0'C 

js: ( I) •c'a§iti.'fi:^2rmiffii--i.t={i, 7j<icj§)g-r 

i^cfS, *C^i^o^y-te'y, h;i'xy, 4f ywy^co^? 
mmm\yi(.^: ^'nn*;kA. ig'fl:;^^^y^WNay 
y-fC^-fbK^^ ; iti!x^;i.^oxxx;i^T1ftaiL, 

[0019] \m^im%(3tit:mmi-^<r)ttxi,+ 



R5h 

(III) 



frta-«5>; ( i ) x-m^hi^^mcoit-^n. m^it 
-^mx'h-ox. mniTi?Kmi,zm.'^xmm.-t^zt 

ifiX'^h, 
[00 16] 

[-fbs] 



A- 




(1) 

ht\ ^^i^tfz\ityJ^9u-7Yyyy ^~X:nmt 

^^^fM^^I*^'^t^^^s. t^a. -Wc^ (in •c-s^ixi.'fk 

Mx.tf J o u r n a 1 of Chemica 
1 Society. 326 2H (1958). Jou 
rnal of Chemical Society, 
27 69a: ( 1 96 1 ) . Ann a 1 e n Der C 
hemie. 7 16^, 1 6 OK ( 1 9 6 8 ) , 1^^^ 
63-91 37 3^i^l8fcJ:Uf«fM¥l-2 83 2 74 
^'m-M^m,, 9 7m, 7 1 91: ( 1979) SIX 
Journal of Medical Chemis 
try. 2 0^. 8 0i:(1 97 7) l,Z^^tLfz:m 

i,zm tx^m-i i t tfix'^ h . 

[0020] -Wi^ ( I ) X'ir^^ixh^^mt-^li. 

mwMi.zn L-ciSv ^mm^i^ t-cfe o . mmm^ 

crymmmz-^mx'h i. . t ^ 1 1 . ^^B^io^b^ftcT) 
mmn^t ^j:hmim^wmwM\i±.w,zmiLtz{, 

[0021 ] -m^ ( I ) X'^tiXhisF-W^i\L-^'km 

wmm<^wm\b Lxm-th^^^zn. mtx'm\^x 

rzmmtLxm^^h<r)mtu\ ^^mmi<r> 
mim^zm&^fiti:\^tiK mu^mi mm. ^ 
m. yaryjim. mmi m\. mi mi 
PL mm^mmmt th:it ifiumx-h i . ±iicoit 

[0022] mHsfflSaffl^Mii-rS7t46(cfflv^^>ix 

tf, ffl* (#f?ffl) , %\m. msi "itm. 
m. wmmm\^hLttiK'ti. mmmt lx 

\i. mUiT^; b;wxy, df i^uy^co^fSii^-fb^ 
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[0023] ^v\\M. ^Hjtffjfc Lx\m%mmm^ 
m^m\ : :tymm-ism\ : *7t(«tt^ 

>'7'!7y;i'7x-;i^x-T-/Hfc7)il»fl ; ->'r;i^^/i^x 

[0024] ^^mcTi&mmmm^icom^-a^x'hi 
-m^ (. I) coit^m<^^^mii. o. i~99. 5% 

mzx'om's.m^th.m^'^tii. mm, mix-im 
0. 5~2os*%^, mi<m^iomM%. 

7kWiPJt'{i*«Jl~9 0a*%Sg. »tL<«ilO~8 

1 0-4 oai;%, yn7yji'mx'iitmi'-'9 om&% 
[0025] fl^ixjf , ^mx'hh-m. 

ryypfflcT)^-^, *$!)«^T'?)S-ai^ ( i ) oft^ft 
^ ^<<z;i(r)mmimmizmLxf}i^m 

Sli*: ( I) (Tiit-^^. lim<*fcJ:t/l^ffivge^J^Sr?g 
LTMffl-tS. SJ^JOJ^. fl^jS^cT)-^ ( I ) c7) 
t'§, iK[^Jc7)*^(c{i, ffS«)Eg:}i-<7)-ffii5*; ( I ) <r>it-^ 

mmmiii^-t/^'mmmim.-^bxm.-fh^ 

^fih ^}i\its:< . mi^-!rt<^mi'^mmmm\,zm^ 
[0026] i^wmm^^mmmt. mimx- 



iii.i,<7)-c{±=5r<. mmm. mm. ±mm. m 
^>m^(r>\<^-nicriifmx'mm-th z t . m 

Hi. Wkmi<7)^. 5~10 0 0ppm, »SlU< 

{i 1 o~5 0 0 p p m(r)m^mff)imii i o r-;us 

;t'9 10 0~2 0 0L { 1 iter) SSeOiififfll:T' 

*S!lfi£ii-*^5~l 5%{7)?4^FJ-C'{il Or-Zl-i/iO 1~ 
lOksX'hl. ±m9m<^^-^. 5~1000ppm 

<r)m&^m<r>mmi: i i?t o i ~ i o Lm&<^mm 
M.x'm^hztti<X'^i. m'f-9m<7)m^. s^s»i 

kgi^tOlO-lOOOpp mOvSSKIBiOjgjKS: 1 
0- 1 0 0 m 1 SSSfefflSJMt-?. C S . 

[0027] 

[*M«] OT, :^^mimmmi3^ifwi^mizxy)^ 
m'oaT(7)mmizm^^ti^i^(ox'ii^j:\'\ 

<m&mi> N-n-rnt/l^-4-7'o^:-l- 
(4-:7no7x-;U) - 5 ^V-^l'- 3 - 

4-7^0^-1- (4-^'no7x-7l/) -5-^^;P 
t^^y-_;^_ 3 -;!,;^,if yi§3 . 1 6 g i:iB'fk^:t-;W 
4ml ^M-^l. mraSPiSaiffiLTt. ^RfEOtg^bf- 
^-;P5ritET®*f*. h/Pxy l O m 1 
t/i, C:c7)?§M2rn-Tot;l^T5y0. 59giDj:tX 
h uxf-yi-r 5 y 1 . 0 1 gco hyl-xy i o m i ?^?gtt) 

(co-i o^mf L/io ?rFf^MaT2i^rajitf tit 

f^, RCjS5:7fokt:ar, h^l^xyettttlL^v:. h;Ux 

A^ttLTSe^af^. h/l-xy^jgLETic®*Lfc. ^ 
S^r^^^lfyT-gtif t , 1 mmcOit^^ (No. 
9)2. 8 6gS:#;t. UuiiJil 2 1-1 2 2°CTS>-5 
fz. 

10 0 28] <mfs.m2> N-n-rDbVW-4-^' 
ao-1- (4-:J'oo7x-;l') - 5 -xf-yPf^V 
-;i^-3-;<7;l^'-K^-9-S K<7)-&^ 
4-^'nn-l- (4-:^'nD7x-;l') -5-x^;l/ 
^7"/-;!^- 3 -;^;P;Kyi!xf-;1^3 . 1 5 g t n -T 
Qe;l/TSy2. 9 5 g2r^:J'y-;l'2 5m 1 (fl-VIIW 
SfflT3 2i^WfUc. RK?S5:jSffiT«ffiU, 

»i}t, ^-lieiiiO-fk^il (No. 24) 2. 89g 

m}^li9 8-9 9'CX'h'otz. 
[00 29] <ll)lfeM3> N-n-7°obVW-4-:J' 
OP-1- (4-j^Ty7x::i/l') -5-;^h^i^h°7 

4_^PD_1_ (4--^ry7x-;l/) -5-;<h^ 
v'f5V'-;l/-3-;07P;K>'g!x^;P3. 0 6gtn- 



(7) 



1-1 99 566 



^m'4ommmwLfz. Rj^ifmmh^z-?iix <mmm4>mmmi . 2Xii3<^iTm^zmtxm- 

fznmii^ y ^ n V Y^yy >i -TUS [0030] 

m- ltim<^it^^ o . 97) 2. 5 1gS:t# [^1] 




COR^ 



R2 

^^^^ R> A- X ^"^^ 



1 CHs Br RHCfls 130-131 

2 CHs Br KHC^HT-ft 91-93 

3 CHs Br NHC^j-i 100-101 

4 CHs NHC^Hg-l 107-108 

5 CHs C^-^^ Ci NH2 193-195 

6 CHs ™3 
[0031] [^2] 
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nm^l 1-199 566 



a - 1 <tt^5) 
R2 

A. X ^^'^^ 

7 CH3 Cf-^;^ Br NHC^s 160-161 

8 CHg Ci raCsH^-n 107-109 

9 CHs ^^--(^ Br RHCsHrn 12M22 

10 CHs *^^"<0^ mC^r'^ 111-112 

11 CHs C^H^ Cjg NH-<] 155-156 

12 CH3 Ci-^^ Br NHC4H9-n 85-86 

13 CHs C£-^^ Br NHC4H9-S 107-108 

14 CH3 . C£-^^ Br NHCH2CH=CH2 125-126 
[0032] ~ [^3] 



(9) 



^m^l 1-199 566 



^ - 1 m^y 



R2 

Ma /V mm^^iX)) 



15 OJs ^^"{3^ ffBCHgC^CH 101-102 

16 CHg ^^^(^ NHOCH3 164-166 

17 CH 3 C£ C 2 NH(CH2)sOCB3 95-96 

18 CHs WiCH^Pj 172-174 

20 CHs Ci^Qh Br hQ 156-159 

21 CHg CinQ)- Br HiCj\^2 



22 CH3 Cf-Q- 8r /j) 108-1(W 
[0033] [^4] 



(10) JRf^I^I 1-1 99 566 



R2 

^^^^ Ri A- X 




R4 



^CH3 Oj) 

23 CH3 ^^^{3" ^ 1.5719C24) 



KLP. 

98-99 



24 C2H5 NHCsHrn 

25 n-C^y ^-^^O^ KHCsHrn 108-110 

26 a-CgHy Ci-^Q)- Cje IfflCH^CPa 135-138 

27 i-CgH^ C£ NHCH3 1(^110 

28 i-CgH^ C£ NHC2H5 118-120 

29 i-CgH^ ^^-{^ C£ NHCsHrn 92-94 

30 n-C4H g C £ -^>- C i NHCgHrn 74-T8 
[0034] [*5] 



(11) nmW- 1 1-1 9 9 5 6 6 



m - 1 



R2 

^^^^ PI A- X S5 



31 i-C^Hg Ci-^>- NHCsHrn 100-101 

32 s-C^Hg Ci NHCsHrn 49-50 

33 t-CjHg C£ NHCH3 154-155 

34 t-C^Hg C£-^h Ci NHCsHrn 162-163 

35 CH 3 CH 3 Br HHCsHrn 99-100 
CH3 t^3-^" Br SHC4H9-D 45-46 
CH3 CHs^^- Br NHC^Hg-i 71-T2 



35 



37 



38 CH3 CH3-^^ Br RHCgHji-n 1.5718(25) 
[00 3 5] [*6] 



(12) 



nmW-l 1-1 99 566 



- 1 (tSi) 



R2 



39 CHa <( y Br NHCjHrn 30-92 



40 CHs t-C4Hg-^^ Br NHCsHrn 156-157 

41 CH3 t-C^Hg-^- Br RHC4H8-S 104-105 

42 CHg ^ y Br RHCsHt-d 87-8 



45 



43 CH 3 Br NHC^Hrn 1- 5810(25) 

N-^- Br fJHCgHrn ^ ^55-158 



44 CHg OoN 



CH3 Dp 

46 CH3 f y NHCgH^-n 1.5542(24) 



[0036] [^7] 



(13) 



mm^^l 1-1 99 566 



51 



m - 1 im) 



R2 

^^^^ /\ X R5 ^I>- 

(to R3/T S^^PnpCX:) 



47 CHs ^^"{3^ NHCjHrn 93-94 

48 CHs Br-^^ C£ NHCjHrn 123-124 

49 CH3 CPs-^K C£ MHCsH7-n 146-147 

CH3 CPgO-^- NHCjHrn U5-116 

52 CHs C£ NHCsHy-n 112-113 



50 CH 3 CFg-fV ^ ^ ^"^^ 82-84 



53 CH3 ^/ y C£ PfflCaHrn 1.5450(24) 

.CH3 

54 CH 3 f\ C£ RHCsHro 1. 5660(24) 

CPs 

\ p. 

55 CH3 NHCsHrD 87-88 
[00 3 7] [*8] 



(14) 



'^m^ 1 1-1 9 9 5 6 6 



a - 1 (»*) 







R2 








Na 


R» 


"■^ 

n A 


X 


85 


nxA^PU p. \ 

S^^n 0 CC) 


56 


CHg 






NHCjHrn 


124-125 


57 


CHs 






NHCsHrn 


85-88 


58 


CRs 








86-88 


59 


CBg 




C£ 




132-133 


60 


Cfls 


i-C!iH70-<i^ 


C£ 


HHCsHrn 


90-91 


61 


CH3 




C£ 


NHCsHra 


92-94 


62 


(^3 


\_/ " \_/ 


Ci 


NHCgHrn 


101-102 


63 


CHs 






NBCaHrn 


116-117 


64 


CHs 


0 






119-121 


65 


CH3 


0 




NHCaHrn 


94-95 



[0038] [«9] 



(15) 
S - 1 



^m^f-l 1-1 99 5 66 



R2 
R4 



66 








NHC2H5 . 


146-148 


67 








KHCgHrn 


118-120 


68 


t> 




z& 


NHC^He-n 


112-113 


69 


CHg 


\ / 


C£ 




Iw 10/ 


70 


CH3 




Br 


NKCsHrn 


119-120 


71 


CH3 




Br 




K-96 


72 


CHs 


0 






133-135 


73 


CHs 




Oi 


NHCgHs 


174-175 


74 


CHs 




C£ 


NHC4Krn 


82-83 


75 


CH3 




C£ 


NHCsHr-n 


84-86 



[0039] [«10] 



(16) 



l^m^^l 1-1 99 5 66 



^ - 1 (a*) 



R2 




R5 



76 CHsO 

77 CK3O 

78 CHsO 

79 CH3O 

80 C^sG 

81 i-CgH70 

82 CH3O 

83 CH3O 

84 CH3 



CH 



CH 
NC 



C& NHCsHt-h 1.5733(23) 



C£ RHCgHrn 118-119 



C£ HHCgHrn 81-83 



Cj^ NHCsHrn 116-117 



Zi NHCgHrfl 115-118 



C£ KHC2H5 



110-111 



86-87 



Ci KHCsHrD 146-147 



[0040] 



[^1 13 



(17) 



nm^?-! 1-1 99 566 



^ - 1 (ft*) 



R2 

0 



85 


CHs 








151-153 


86 


CHg 


0 

n-C4HflN}iC-<^:H 


CJH 


NHC^Hg-D 


110-112 


87 


CHs 






NHCsHrn 


50-52 


88 


CHg 




Ci 




51-53 


89 


CHa 


Zi 




94-^ 


SO 


CH3 




zn 


NHCgHrn 


126-127 


91 


CH3O 




Zi 




115-116 


92 


CH3O 




Zi 


KHCaHrii 


134-135 


93 


CH3O 




Zi 


NHCH2CN 


159-160 


94 


CH3D 




Z2 


NHNHCH2CH=CH2 


70-72 



[0041] [^12] 



(18) 



nm^?-! 1-1 99 56 6 



R2 



95 CHgO -<^>- Ci NHKHiyis 77-78 

96 C2H5 Cig NHC4H9-I 126-128 

97 CH3O NC-<^^ Cig HHCgHrn 120-121 

98 CHg C£ RHC4H9-I 108-110 

99 CHg Br NHC4Hg-t 146-147 

100 CH3 Br NHC4H9-I 157-159 

101 CHs Br HflC^Hg-t 134-135 

CHg 

102 CH3 C£ NHC4H9-I 147-149 

103 CH3 t-C4Hg-^)- Br NHC4B9-t 189-191 

104 CH3 ''^O^ NHC4Hfl-t 112-113 
[0042] [^133 



(19) 



%mW- 1 1-1 9 9 5 6 6 



a - 1 (K*) 

R2 
R4 



105 CHg Ci-^)- NHC^Hg-t 1.5440(24.5) 

J06 CHg <^)- Br NHC^Hg-t 190-191 

107 D-C3H7 C^-<0^ NHC4H9-t 132-133 

108 i-CsH? KHC^Hg-t 

109 t-C^Hg Ci -(^)- KHC4Hrl 

110 CHs CF3-<;^>- NRC4H9-t 132-134 

111 CB3O O2N C i KHC4H9- 1 98-100 

112 CH3O Ci-(^ Ci NHC4Rrt 91-93 

113 CH3O C£ NHNHC4H9-I 100-102 

114 C^5 HHC4H9-I 118-120 



109-110 

229-230 



[0043] [^14] 



(20) 



^m^l 1-19956 6 



s - 1 mi) 





Rl 


R2 
R4 


X 


R5 




115 


CH3O 




C£ 


HHCgHy-n 


103-105 


116 


CH3 




Br 


NHCsHy-d 


155-157 


117 


CK3 


0 

0 


Br 




100-102 


118 


CHs 


Br 


NHCsH7-D 


140-142 


119 


CH3 




Br 


KHCgHT-n 


142-144 


120 


CH3 




Br 


KHCgHy-n 


119-121 


101 


PH* 
vnj 




Br 


KHC3H7-n 


115-117 


122 


CH3 




i 


HHC3H7-D 


132-134 


123 


CH3 




I 


NHC4H9-I 


131-133 


124 


CH3D 




Br 


HHCgHy-n 


133-134 



[0044] [^15] 



(2 1) 



11-19 9 5 6 6 








R5 


X 


R5 




125 


CHg 


r. — TV 


C£ 




172-173 


126 


CH3O 








98-100 


127 


CN3O 




Ci 


NHC4H3-1 


100-102 


m 


CH3O 






NHCgHT-n 


122-123 


129 


CH3O 






NHCsHt-o 


173-I7d 


130 


CH3O 






NHC4Hs-t 


88-^ 



[0045] 



[*1 6] 



(22) 



1-1 99566 




-R5 



Not 




r5 auiSB.p. cc) 



131 



-n 123-125 



132 CHj *''"^3' HHCgHj-n 132-133 



[0046] OT- *%BB<^-ft-&!ii^*^^^t 
<S3t^ji> Aim\ 

^m(^it-^mri o . 9 £ 2 OfiigP, ;*-7V 

#8 0 (^fxV'f igHa«^»5*:^tt, ffipl, 

±jl;^7r'jya, raa^) 5 2«4g|5, yyu;K-;i/9 0 

4 7K (r-7rytt^ffivStt?pj, s^-ft^sc^a. m 
[0047] <'m.m2> nm 

^'ttS) 9 3fiig|5, ;^-ri/-y^'X#8 0 h 

[0048] <S5!jiBaj3> ?IJ1J 

o . 2 4$:2 0MgB, ^^^^3 5 
SftgBi3J:Vi^';^^;P;^;PATS H 3 0MgB*^i^>^|, 
?1-^?§«{C?§JSL, cn/itcV/P;K-;P3 0 0 5X (^N 



[0049] <Sjt^j4 > 7 ory;i^J 
*^HJeo-ft^N o . 1 7 $r 3 OSagp, y;W*f-;L'9 
04 7K 5giSP, y/l^--KyT-2 0 (^M^^tt^ 

W>-i/U n-;l^8Mg5fc J:tJf*4 4aigS5:r'f y 5 

^c7)X^iJ-^^?I^tcia»%df-9->^y;<fA 

m]^%2 0M%<7)yn77'7l/^JS:#Jt, 

efI6 c mc7)^SIM;K>y hTl --K-y h i 0 1 01*cr)>< 

m<r>A^^ ( 3~4«fig) t l;K'y h 
1 Om 1 tfOSiJ^T'^fprUt/i, fli^|iL;tig?fii^® 

i>*>^wS ( Ma g n a p o r t h e g r i s e a ) c7) 

Ba^@js?s ( 5 . 0x105 m-/m 1 ) srwirg^a 
(2 2~2 5-c) •c7Braj5caL. ^m.fz'm^m 

tC^^-f. ^fe, -fb-^No. (i^-l-3i7)-fli-^!|^!lN 
o. tC^pflC'^l) . 
[0050] 
[IS1] 



(23) 



mmW- 1 1-1 9 9 5 6 6 



X 1 0 0 (%) 

[00 5 1] <itnmim 1 >#ra¥8 - 1 2 6 5 4^ 

[00 52] 
[^1:6] 

C £ 




[0055] <itm.m.m3>^mm6 3-91373 

[0056] 

C i 




CONHC5H7- n 
[00 53] <imm.m2>^m'?l-28327 4 

h-hmmizm-hm^Mi'^Lfz. fea2r^-4t 

[00 54] 
[YCT] 



CONHCjHv-n 



CONHC2H5 



[0057] 
[jS17] 




iiUK ( Ppm) 



2 


5 00 


100 


6 


500 


100 


7 


5 00 


1 00 


8 


5 00 


1 0 0 


9 


5 00 


10 0 


1 0 


500 


1 00 


1 1 


5 00 


9 5 


1 2 


500 


100 


1 4 


5 00 


100 


1 5 


500 


100 


1 6 


5 00 


100 


1 7 


500 


10 0 


1 8 


500 


100 


1 9 


5 00 


100 


23 


500 


100 


24 


500 


100 


27 


500 


87 


29 


500 


100 



(24) 



1-199 566 



3 2 


500 


100 


3 3 


5 00 


1 0 0 


3 5 


5 00 


1 0 0 


3 6 


5 00 


1 0 0 


37 


500 


100 



[0058] [^18] 

m-4 im) 



it-^Wo. siffi ( p pm) mmm (%) 



3 8 


5 0 0 


10 0 


3 9 


5 00 


97 


4 2 


500 


94 


4 3 


500 


98 


44 


500 


100 


4 5 


500 


100 


4 6 


500 


1 0 0 


4 7 


500 


100 


48 


500 


1 00 


4 9 


500 


1 00 


5 0 


500 


100 


5 1 


500 


1 00 


5 2 


500 


1 0 0 


5 3 


500 


1 0 0 


54 


500 


100 


5 5 


500 


100 



tmmi 500 0 



[0059] [^19] 

^-4 m^) 



5 6 


500 


1 0 0 


57 


500 


100 


58 


500 


100 


59 


500 


1 00 


60 


500 


1 00 


6 1 


5 00 


98 


6 6 


5 00 


98 


67 


500 


10 0 


6 9 


5 00 


1 00 


70 


500 


95 


7 1 


500 


90 


7 3 


500 


1 00 


74 


500 


1 0 0 


7 5 


5 00 


100 


76 


500 


100 


7 7 


500 


100 



(25) 



#ia¥l 1-1 99 566 



[0060] 



78 


500 


100 


79 


5 00 


100 




5 0 0 


10 0 


83 


500 


1 00 


8 4 


5 0 0 


10 0 


9 0 


500 


1 0 0 


9 1 


500 


100 




[^20] 












( PPm) 


mmm (%) 


9 2 


500 


10 0 


97 


500 


100 


1 1 5 


500 


100 


1 1 7 


500 


100 


1 1 9 


500 


10 0 


1 20 


500 


10 0 


1 22 


500 


10 0 


1 9 4 

J. ^ rr 


5 0 0 


10 0 


1 2 5 


5 00 


100 


1 26 


5 00 


1 0 0 


12 8 


5 0 0 


10 0 


129 


500 


100 


1 3 1 


500 


1 0 0 


132 


500 


10 0 


it«^J2 


5 00 


0 


mm3 


5 00 


0 



[006 1] <mmm 2 > h h mmi^zid-tmm^ 



m.. (2o~2 2°c) x'A3mm.t. mmz 



*T'm^lilSt*S? L , liW ( 3 ~4 Kffi ) 1 1 1 
ha*? 1 Om 1 m\^X'^mMLfz. WMUm 3 

hgSB (Phy t opht ho r a infesta [0062] 

n s ) comit'^^mmm ( 5 . 0 x 1 o^ m^'m/m 
1 ) ^mmmL. 2 5'ca)^t,z2A^%'}tz. ^ 

ox no +ixni +3Xns +5Xns 
{%) = X 10 0 



:^SiH«l/3~2/3 



nx 



5 (no +ni +n8 +n6 ) 

l^'yhSOcT), ±ia^^Rtggt**xT'$)l>hVb [0063] 

: [ii3] 

{%) = 



-XI 0 0 



[0064] 



(26) 



# ^¥ 11-19 9 5 6 6 



^ - 5 



^b-&ftNo. iiJS(ppin) BS^ffi (%) 



3 


5 00 


10 0 


8 


500 


9 0 


1 7 


500 


10 0 


2 1 


5 00 


1 0 0 


22 


500 


1 0 0 


24 


5 00 


10 0 


3 1 


5 00 


10 0 


3 2 


5 00 


1 0 0 


4 0 


5 00 


9 5 


4 3 


5 00 


1 0 0 


5 2 


5 00 


1 0 0 


5 5 


5 00 


1 0 0 


6 1 


500 


1 00 


6 3 


5 00 


1 00 


6 5 


5 00 


1 0 0 


70 


500 


100 


7 1 


500 


100 


77 


500 


100 


90 


500 


100 


97 


500 


100 


1 6 


500 


100 


1 7 


500 


100 


29 


500 


100 



[00 6 5] [*2 2] 

^ - 5 



132 500 100 



[0066] 5 K^^Wi . ^m<r>mmm^i>zM txmti 

i^mcr>%^] ^wm 1 -am-f^^/-;!^- 3 fz^m}m^:^L. mm&m^mmt tx-^mx-hi. 



